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7^7'at> T^VV-K N, N-yxW5/7'nt> O 9 

) T^W-K N- [2- (7*) 7^';n^f^t + yxf;i/] 
N — [2- (y*) 77'jD^kt^yxfl/>] fcfnVv^ N- [2- (7 
7? V )V**r*s3^f-)V\ ^E;i/^';>. 4- (N, N-y^f;l'7^) 
Ts-f-vy^ 4- (N, N-yxf;V7^) 4 - \2—fr\£i) v 2 

-y^f;i^7 5 /xf ;nfx^ X -f;K 2 -va.^-;i^7 5 y a^;Hf— 
•r/K 4-y^^7 5/7f;Hfx;Vx-f;K 4 - yxf-;V7 5 J ?*f-)l> tf 

5yr;v^;nf^^-x;m^^tf^tL^ 0 *;fc^ (i v ) 7 5/i^t 



75 




V7>\ 75 7xf;l/x^yi;xfjVy7 



yxfJVy7>, T 5 J 




9 > N 757 7°n tf h 
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&m 2002-233635 if • 17/ 

[0 0 3 1] 

(a) ii)Vi$**s)vg&^k&m'e&, (i) ^m, fM& fu\£t^m, 4 

v*¥BU ^^^vm^afot&SlJJ&Jt&^y *^#>»«C ; (i i) 

vn>^ 3 m^l&fnli^^* ; (i i i) 2-T?Vuj 

;v*?r^i-^W^I^^^>^ ; (i v) MW;i^, -9-';^^ 

y ^ # ; ( v i ) t? v )vm, 

^nh>g^ -f^rr^^ *7W>^ 7-7 ^^n^/^K -^1/ 

mm; (v i i) mysmn, M^^^m, mtk? ? t*<D% 
<DmMi^.mm ; ( v i i i ) #'j7^'j * v ^ * * v ^m^^^-* ?v 

[0 0 3 2] 

(e) 4 VvT*- h^^T-fb^-e^, (i) y^nAJrvHyyr^^- 

^yyj^-h, n-f'Jfy;v^VyT^-f> n-rl>5fyHVy7^ 
n-^V^fyHVyn-^, n-AHfyHyy7^K n 
-A^fyHyy7^-f, n-*^ *-f*v;W y->T^- K n-^-frr 
■>HVy7^.K 7x-JV^Vy7^-f, t7fHvy7^-ff^l 
tf&at, (i i) * MbTOK^ffl^n&J:?^ Vvr*- 

[0 0 3 3] 

Sfc, (f) ~ (j) (ojyi/T*- vmtfrB-f2>4XmM%%ti'km£^ir2> 
it^it, ±|B (a) ~~ (e) X*m&Ltz£7%4k&!®}t&m>i VvT*- Mt 
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#0 2002-233635 v : 18/ 

• • 

^fV v7^«- MiRlSt^^^b^li, ±|B (a) ~ (j) fcfB 

ftrfBlb^ (1) K&v*t, RlXtiR3{±, ±|B ( a ) ~ (j) <ry% 
[0 0 3 4] 
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#H 2002-233635 : 19/ 



[lb 2] 



(a* ) r> ^ > ^ i> -NHCOO- 

(b ' ) * 1/ * >fc*i^ -NHCSO- 

(c* ) MM&ift — NHCONH — 

( d ' ) 7; K £a "u -NHCO- 

(e» )*;i/3jt^-r^HHA^ -NCN- (MIT) 



— N N- 
II 

o 



( f ' ) 7 d 7 r *- h ^rt 



-N-COO- 

I 

CONH- 



( g * ) eiHUi 



-N-CONH- 
CONH- 



(h* ) 7 >>)\,ERm®i- 



-N-CO- 
I 

CONH- 



(i* ) 



-N-C=N 
l l 
0=C-N- 

( j ' ) -fV^7^-h3 SflsMft 



-N N- 
l I 

o=c c=o 

I 



[0 0 3 5] 
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#SI 2 0 0 2 -2 3 3 6 3 5 p : 20/ 

• # 

miBO-fb^ (1) T3^3*ia*;M?SM5 F^lli, ^53*^*^ 2 0 0 
-100, OOO^^JfJKIi, 500-50, 0 0 0 "Cab •? , MK$f $ 
L<1$ 6 00-1 0, 0 0 0"e&*9. ft£f±l 0 0 0-5 0 0 0T?«fea o 

* ^ vmm— $ vmm* 1 - 1 o o^> & 

$L<i±2-8 0^ MKSff L< fi3~5 01^ ftiUi 4 - 3 04Itr&&o 
[0 0 3 6] 

8+'>'Jl/^V'>7*-l« (H 6 XDI) „ *5/'Jl/V^y>7*-> ( 
XDI) , 2, 2, 4 - f f ;V^^rt ^ f 1/ > ^-f V y 7 ^- f (TMHD 
I) , 1, 12-yMVv7^-I>Kf*> (DDI) , 

T^-h (NBDI) . 4, 4' -yy^nA^yj^r/yWVyT^f ( 
HMD I) . ff7^Wy'JV>yMyy7^-f (TMXDI) > >fy* 
n^vMvvr^-b (IPDI) > 2, 4, 6 - h U >f y y°n if;V7 x.=-)l<V 
-fyv-T^-h (TIDI) . 4, 4' -y7i^r/yVVy7$-l« ( 
MDI) , h «; l/> y^V ->T*- h (TDI) . *»fVl/^V'>7^ 
h (HTDI) ^e>»tf*L& ltt3U±2»J£JLtO>f y^T^-h-C^^o 
[0 0 3 7] 

^ffcWKWU 3 1 -7i^- 2-7t^7;rl/>-l-t^yF 

> 3-p<^;i/- i-^^;i/-2-y*^y*i/y-i-^-^vh% i, 3-^ 
?-;v-2 - 7*;*.y * i/>-i-t^yf\ l -7x^v- 2-y^-^y^ixy 
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#$S 2002-233635 



21/ 




t tfx £ , 4» Xi> Jim ft %3-*1-)i<-i-y3,=.)V-2-y*Ky 
[0 0 3 8] 

z^&i±i%mmmzj&cxm±miRirtitf&^ 0 

f-^h^, yy^)V^r n^-^-y >*$<D^ V >m ; WfM^- 

2-^^;V7^>, n-^\^r-9->, v^n^^r-9->, 2-^;w* 
2, 2 2, >\ *7 >\ n-* 

^v*^*^ 2, 2, 3 - b t-^>, v 
3r^>^ p-^>^>, ^>-tf>, \.)\>z.y^ *t=svv^ 3-^-)\"<>^ y*$(Dm 

f ;V7 -b ^ - ;vf o 7 4r ^ - ;vi ; - f n 7°n ^ ~ }* u^y-tfy, tfijy'v 

^ Ymz±mz^k%^i><Dx&tiiz^Kmm2ti&ztim<, m^m^m 
> 2mmvk±.*®-mLxi>&.^ 0 



ffifE#2 003-3074560 
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[0 0 3 9] 

s&k, &m&T&, mmmm*. frfcrnifc-tzfomt^r* 

/-^K 1 -^n;v-^, 2 -yn/NV-;i/ N i-y**y-;K 2-y**y- 
>K ^yrf;V7^3-;K tert-7fWn-;K l-^>-*y-;K 
2-^y?y-;K 3-^^?y-;K 2 -y 1 -y**y -iV^<> 

f;l/7;l/3-;K t e r t-^Vf^T^n-JK l -^x^f-^-y 2->f 

l 4 -7 2 ? y — 2 -^^;vy^ y 
> i-^7*^y-;K 2 -^y°y y -;k 3-^7°* y 2-^*y-;i/ 
, 2 1 — -^^r-y-y ^^v^r^n — ;K y^nA^fy-ji/f 

(^T^n-^SI ; y ^-;i/-tny;V7\ xf;^ny;v^ yyn t°;v-bn y;v 

[0 0 4 0] 

t(OXo^7Km'^<D^V iJ^^'P^f < Kfi, BufBO-fk^ (l) Kte^X, m 
x.{^ R IXfiR §i7Xf!Hr^y > h LT^^^tL^,^(7)^>fc < & 

[0 0 4 1] 

(i) R5-S0 3 -r4-0H (2) 
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#81 2002-233635 



-^-v: 23/ 



[0 0 4 2] 



(i i) 



(R 6 ) 2-NR' -R7-QH 



(3) 



-/K 2-yxf;V7^x^y-;K 3 - y ^ f ^7 ^ / - 1 - y'D/V - 
> 3 -i/^)VT\ J- 1 -:/n/NV-;i\ 3-yxf-;V7 5y-2-^n/V 
-;K 5 - i/xf ;i/7 < ; - 2 - ^n/NV - 2- (y-n-7*f;V7^ 

) ^?y-;i^#^tf 2 - y^ f ;V7 5 / x^ / - jv^lf | Lv^ 0 

[0 0 4 31 

(i i i) (R6) 2-NR' -R7-NH 2 (4) 

(ft*. r6mr7mr' t±. ±&fh¥&: (3) fcraatoag*^-*-) -eiE* 

i©y 7;^;i/7 5 / 7;K;V7 5 > t Lt li, 3 -y^W^-n-7" 
°t>7 5>, 3-yxf^75/-n-7'nii 0 ;i/75>, 2 (yxf;V7^y 

[0 0 4 4] 

(iv) R8- (0-CHR9-CH 2 ) m-OH (5) 
(5^. R 8 (i, Ml~4«7;^;i/i^, R 9 (i, TK^^Xfi^^ 
ml*. 2~3 0^i^-?-tL^t) -e^Sfr^ ^Sttt Fn^y 



miE# 2003-3074560 



2 0 0 2-2 3 3 6 3 5 ^- v : 24/ 

(jcf- v 3^ A K • yntfv^ ;J-3riM K) ^/^fjvx-f^ #y (x. 

#y Cxf-WsJ-^MM K) ^^fjPx-fWftU^ 
[0 0 4 5] 

3. ir«6***i-**K^ (a) x^^ft^ffi 
(i) m&^&K£io&htitzm%mmz&ft, mlt 

( 4 ) ttz, _hffl ( 3 ) tv- Sr a^#=b^-Of J|g& £ffiMP£# £ 

( 5 ) 3¥ftmM*Xi*yk t olMitfto^tl^i: «fc o TWJil&TOT- 

(6) _h|2 (5) tzs-Y&^Zffi.fr&t>^xmmRmtt*%%>1i& 

(8) Mffi^1t^^lbt#'btL7t^p B p 

*$tfmfhtLZ>-hK m^m^fi^>i><Dx^m<, mi^ (a) o^t^o*. 

Ji\ ;£r^f£i\ iStT^ (A) fctt\ i^^HJom-B-^^Mji 
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Wffi. 2002-233635 

[0 0 4 6] 

(-OH) 36, (-COOH) S> T ^ / (-NH 2 ) & 

, (-sh) m^mm^mm^m^tzm^^ho 

[0 0 4 7] 

3, ooo, oo ogjrc*»K mmt^x^fnts 0 O 0-5 0 0, 
o o ommT*&z 0 {at, mtnmmxh^t^m^^^u^xm^o 

[0 0 4 8] 

&c J: * 0, ;ir£-i; #*n«&^tc J: &m^r#:& WW £>*l& 

o 

[0 0 4 9] 

p-^;V*^>, a -^^ )V ^ vy ^ p.^;^^^ 2 ^ 4 _^^ 

p-n-T-'v;^^!/^ p - n - Kfy^f p-^f^y^fl/>, 
P -7x^;^f p xdv^^- v>„ 3^ 4 - u^^^-vy^ ¥<o 

z7-u>m, (i i) ';;]/g(M^/w y^K^-f^K r^'j^in-^ 
m.^^, n - :t^;k * 9 9 v )VWl4 y 
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I 26/ 




m n - * ? * * * y ;vgft Kt*v;k > * * >; * y ;k ^ ^ ^ y 
*7-7';/Kz>*n# t^v^jc^x;^ (i i i) mstv-fr. 7n 
tf^mtf-'K £,i.#gfeif-/K s&mif-^^^tf-^xx;^ ( i v 

) r^'jn-f'j^ ^^^yn^h'j;^^ 7$";/HMMWk ( 

^ifOtT-;l/jc-x;^ (vi) *f-;Vpt?-;i^ h y y tf-;W\*y;i-*- > 
^ -*?-;W yyn^H h >&£V)kf-;v^- b (vi i) N-tf-;nf 

n-;K N-tf-;^;wr/^-;K N-lf-;W > K-;i^ N — tf— ;i/tf n y K 
>^t*ON-tf-;Hb^%, (v i i i) ^o<bif^;K ^oftt^'jr/, x 

Djc^;i^ 7*y /Wgfc-r h ?7^*U7*nv!V^^©7?it7H^ittt 
[0 0 5 0] 

* )V v ^ t # -§> ff £ t T * v )vm *#-f 2> 9 

^ttfifttlttt, A#«li:ft*W44<!)t«^tSi, 7*y;i^ ^ 
^y^Bfc, ?uh>M, J?^>m, 7H^, 77^1, -f^n^^ey 

[0 0 5 1] 

) T^JP-f, #y 7ntf (y?) 7^ y W M£<7}*°y 

7;^l/>^y ^) 7*y;i^ft:^gU M Yu**,x.*f-fr\£-frx. 
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27/ 




[0 0 5 2] 

*''je^^7;vn-^ (pva) ^^ttMtu &x mfrtfMmm, 

[0 0 5 3] 

T^';;VT5 b\ N, N--x^f-;lx T ? } ) fry $ h\ N, N-yi 

7^'J^7 5 b\ N, N-yVf;V-p-^fV^H>7'^ K 
> N, N-y^f;V7^yxf^ T^'j 1/-K N, N-yxfiV7^ 

yx.f-;u rt^is-y^ N> N-y^f^757 y'n^ T 9 

'JV-h> N, N-yxf^r^y^nt^V T^JV-K N- [2- 

(^^) T ? y ) n^f;v^-^->x.f : -;i'] k?^i;>?^, n- [2- 
^W^yxfV>] ^D';v>. N- [2- ?) 'J n-f ;l/*3^;>x.f- 
;^] ^;w*V>\ 4- (N, N-y^W</) 4- (N, N-v 
^f^7^y) 7^1/ >\ 4 - tf~;l/bTv 2-y7f-;P75yifiVe^ 
^-f JK 2 -yxf;v7^ y xf;vif-^x-f^^ 4-yVf-;V7^/y 

4 - v-x-^VT ^ / 7f iUfx-jvx-r J: CF6 - 

[0 0 5 4] 
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28/ 




ZWm-tZt^ 2 -7°n^>- 1 -^-^--^ 3 -/f y- i 4 _ 

^>"r>- 1 9^2 -pOI^^Vj^W 

T^V;v^2-^;v^7 p h-i-*;i/^v^^;K N- (2 -*;^#•7 0 ^J^ 
;l') N- (2 1 TW)V 
K, N- (2 -^)Vij-f h^fr) ^^'J^rU*, N- U-pWl^y 
^x-;H T^V^T^K, N- ( 7 7 6 h i-y^)U) r^'j^75K 
, ^^i/^m^^ 2-^;w*7 9 h-x^;i/T^ K^oTO^-att^*^**^ 

U - C = C -vFf&fa 2 fiM-££^T LfcJttfrfc Lfc-fb-g- 
[0 0 5 5] 

[0 0 5 6] 
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^- v : 29/ 




***yi/-K 1, V- K ^i^>Wj3 

-JVy7^VI/-f, 1, 6 -A^t>y't-^v>'T^ 'J V- K ^>^n 
i; )>_;n, VT^V V-K ^>^jhij^v h-;v^ >^ T ^ij^_^^ 

[0 0 5 7J 

h\ t -y^;ww k\ h V ? A, 

fcf * ^f-^^f n^h'j r V* tf * 4 y /n* V n - h i; ;M£<7) 7 VaUb£4Wri* 
[0 0 5 8] 

*y->K i_y n ^y-;K 2-^n;v-^ l-y*/-;K 2-y*y 
-;v> ^yyf-;vr;v3-;K tert-rww^ i-^y*y-;v 
„ 2-^>*/-;k 3-^>^y-;K 2 1 -y* y >f y^ 
^f;V7^n-;K tert-^vW;V3-;K l -^\3r-9-y 2-y 
*f-)V- i -^y^y 4-^^;i/-2-^y^y-;v > 2-^;vy^y- 
/k i-^y?y-;K 2-^y^y-;K 3-^y°^y-;K 2-***y- 
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^<DT)Vu-)vm ; ^fJHrny^ xfA"tny^r, ^V^nt>-tny 

*ny^77tf- hf^xxt^i ; 2 -pt -f-^y* > N n-^* 

■9-> > v^n^^-9->, 2-^;w^>?>, 2, 2-y>f;v^>, 2, 3 
-v^;V7^>, ^7^>, n-***>\ <iV*?*>, 2, 2, 3 - Hj 

W^nA+t>, jn.^-;i/i>^ n^Mr-fr:^ p-^^^ y'y^DA^y;V 

, "*>Mf>, h^xy, *vi/>, ^^-o^^^colg^Xfi^^R-fbTK 
„ f h 7 1 Kn 7 7 >f «x-f ;Vl ; ^ f 7 yxf;V7^^^^7 

[0 0 5 9] 

Xf l/>-kfx;V7x7 (^^) 7 ^ 1; ^x^f^I^ 



2003-3074560 



0 0 2 - 2 3 3 6 3 5 ^--J • 31/ 

;K #V j^7-)V\£-)\,x.-t)K 7^-;Hf-;Wt~-7=-;K ^'J >f Y:/?-;^H■ 
jvn^xf^-t;vn-xii#; *°y if xwur^n-A-, #y ifxwi/-/^-;]/ 

> ^uftBft^—>Kjsojj?vftiiif— ^iMiflk ; *°y tr— 

£ fc, ?l4fc#J (#®?Stt^iJ) £ LTIi, 9 * V /HBRt- h'J^A^ i?<F>T)V* 

#J ; *y t^yxfi/^r^^x-f^ ^y t^yxfv>r^;vx-r 
7xx;vx-f;K v ;v tf * ^jffiJKjBkx. xt/K ^ y -b y ^fl&fl&m^ * r- ;k *° 

[0 0 6 0] 

?«?:ff$^ii:^< -©fi ^. £ l ft * ;v tfi? 4 % K« f & & ^ 
ft* (A) t*^fy-f^ K«J» (B) fc*, ffir#O^^J-C****m#o^J 



ffifiE#2 003-3074560 



J&M 2 0 0 2- 2 3 3 6 3 5 ^- 9 S I 32/ 

fcn^iwigi, ^igicv^ritr^ow^- (a) oRii&afefc^o*^^ 

>f 5 K#J3I (B) <D*/M?SM S KiffcoRJESlcJ: (A) OilC*^ 

K#J3i (B) ri^fc^SW;***^ (A) J:-9lwBja"t**t«l 

#f£^ (a) oae^fife^triiafe^jis^ufc*^^^ ^ kii^^^m 

&&mmz\*. Jiiao^ i <DxmK&\fx^ (a) ^^tv^ k# 
m (b) j^k, wa^cr. ^mj. mm±M< &&&k xmumiftt* 

& £ 7 i> <d t w\Wl<d b<ox$> *) , mzmWikM £ ttii, 7 jc y 

I^jh^Fj. «*t5R»ftl»Jh*Ix **HMbl»JhS!U T^>mmim±M, fc:Kn*y 

[0 0 6 1] 

(A) <£>^W^ 5 K#J©^^**^1*W*^$**^* 

tc, &R&;fr>»'#S ; 'r5 K#fl| (B) ©^^y^^ K*<7)^*{i, #;v**v 
5 K^*-C 5 0- 1 0 0 0 *) , t L<ii 80-800. 3Efc£F* t < ti 

1 0 0-5 0 0^ flt&l±2 0 0-4 0 0-c?&&o 

5 Klfefcl^Ld^^fc^atttt^ (A) t±. W«l*^*t?3 0- 

2 0 0 0 ^L<(±Si-e5 0- 1 0 0 0. Jtfc#* t< 
ii^i-C5 0-9 0 0> ft&l±l 0 0-5 0 0"C$>2> 0 MM^2 0 0 OfiT** 

[0 0 6 2] 
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^—5?: 33/ 




[0 0 6 3] 

[ft 3] 

N— C=N 

I 

H O 

[0 0 6 4] 

[0 0 6 51 

Kfc4l 

N — C=N 

I I 

H N — H 

[0 0 6 6] 
[0 0 6 7] 

[<b5] 

N — C=N 

| I 

H O— C 



II 
O 



[0 0 6 8] 
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^-v : 34/ 



[0 0 6 9] 



[ft 61 



-N— C=N- 
| i 

H S 



[0 0 7 0] 

TOGfc^ (A) t±. fc^tfSMS Kalfc^L?&^afe£e : ^Sifc* 
[0 0 7 1] 

£ fc, (A) f±, 3^T@7& ? 0 . 0 1 - 1 0, 0 0 0// mOSW < > 

*ftt<J40. 01-1, OOO^m, I«L<t±0. l~5 0 0 //m, f 
0 . 5 - 3 0 0 ,u m^^iv^ 

[0 0 7 2] 

0. 1-2 0£@^Ki»r*U;f&< % $f£ L<te^fi"?0. 3-8,H£SPt 
L<ti^fit?0. 5~5# s &v> 0 
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^-v 5 : 35/ 



[0 0 7 3] 

mi&T (a) ^ mi (b) <Df3)v-#y<i s vmt<DK 



0-2 0 0°C<D$£B^&<> jf*L<ttl5-150lC, MKlftt L< (i 2 0~ 
1 3 0 °C> SJUi 3 0-110 1C<7)|eH^v^ 0 

Jt^K;^ <£;&£*L&7^\ -lajxJf 4 0°Ct?l ~2 4B#R> «ft L< (±6-2 4 
[0 0 7 4] 

^»^s(m^>^^< ^-mo^-e&frK jM-t^^^^v-r^ F#sis. 

„ 2-7 p n^w-;v, \-*79 J—fr^ 2-^9 J ^V7"f^T;V3-jv 
. tert-yfwn-^, l— >K 2-^>*/-;k 3-^ 
2 — 1 / — /u, 'fv^>f;vr^3-;v, tert 

— ^>^-^T^3— /i/-. l — -^mj-/ — >k 2 l -^>*/-;k 4 

-^;i/-2 —<*>v9J—$/^ 2 l-^7°?y-<>K 2- 
^•7°*/-;K 3 9 y -;k 2-*??y-;K 2 l 

xf 3-^^ •/f^x-f^fOx-f^T^3-A'i ; T-t h 
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^-v: 36/ 



^•^;v^>^>> 2, 2- i J**f-fr-?9y^ 2, 3 ^-7°? > 

, n-*??y, <iV*??>, 2, 2, 3- hj^;i^>*>\ / 

a^;v^>-tf >#^IITOX«^#^^b7K^m ; Gambit, b'^n 

o tf^>^<^)JiiM^ ; - ho^n^>, -bn^v-tf^ y^f;V7r/, 
{i, tK, ^y-;i/^^^y-;v^i:*coR*^:i ~ 5ott7;i/3-;K 7kti& 

f7^n-;i/Ol^ WWO, y^W;VA7n' (DMF) > f f7t 
Kn7 7> (THF) > *?-)Vx-?-)V>r h > (MEK) , ^fH77*Wh 
> (MIBK) . T-bb>> K/ (NMP) , i^nn 

**y, tuux-^-vyttt^mfhti, £ bKft* L< zk. 

t7^3-;Vt<7)rS^ll> 7jc£vp<^;l/*;i/A7 5 K (DMF) , 7f7tKn 
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iomsEM (b^ss* s-2150) KTmzzwimL, mm.^^* 
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Xf V> 4 8. 2 §15 

T * V ;VB& 2 0. 6 §15 
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mm&w7~\ (jt««7) 

6 1. 9«|5 

^^^V^Sfe 6. 
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